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Amendments to the Claims 

This listing of claims will replace all prior versions, and listings, of claims in the 
application. 

Listing of Claims: 

1 to 35 (canceled): 

36 (currently amended): A process for the preparation of serine protease inhibitor 
compound of formula (!) 




0) 

wherein: 

(i) phenyl optionally being substituted in the 3 and/or 4 position by halo, nitre, thiol, 
haioaikoxy, hydrazido, alkylhydraztdo, amino, cyano, haloaikyl, alkylthio, aikenyl, aikynyl, 
acylatmno, tri or difluoromefhoxy, earhoxy; aeyloxy, MeSCb- or R} 7 and optionally substituted 
at the 6 position by amino, hydroxy, halo, alky!, carhoxy, alkoxyc&rhonyl, cyano, amide, 
aminoalkyl , alkoxy or alkylthio; 

(ii) naphth-2-yI optionally substituted at the 6 or 7 position by halo, haloalkoxy, 
haloaikyl, cyano, nitre, amino, hydrazido^ alkylthio, aikenyl, alkyoyl or Rjj and optionally 
substituted at the 3 position by amino, hydroxy, halo, alky I, earboxy, cyano, aniido, aminoalkyl, 
alkoxy or aikyitfaio; 

(Hi) isoqut.nolin-7-yi, indol-5-yt indol-6-yl, indazoi-5-yl, indazol-6-yl, benzothiazoI-6- 
yl or benzisoxazoI-5-yl optionally substituted at the 3 position by halo, haloalkoxy, haloaikyl, 
cyano, nitro, amino, hydrazido, alkylthio, aikenyl, alkynyl or Rjj; 

(iv) benzimidazoi-5-yl or benzothiazoi-6-yl optionally substituted at the 2 position by 

amino; 

(v) thien-2-yi or thicn-3~yl optionally substituted at the 4 or 5 position by halo, 
haloalkoxy, haloaikyl, cyano, nitra, amino, hydraztdo, alkylthio* aikenyl, alkynyi or R|; 
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(vi) 3,4-m etfay leneds oxy phenyl, 2,3Kiihydramdol~6«yl, 3,3~dichloro~2<*xo4ndol~6~yI 
or i -meihyi-3-mninoiridaza1-5-yl; 

(vti) benzothiazol-2-yl, tmidazop ,2-a]pyrtmidm-2-yl or tetrahydro- 
imidazo[ 1 ,2-a]pyrimidi n-2-yl ; 

(viit) pyrazol-2-yl optionally substituted at the 5 position by halo, haloalkoxy > 
haloalkyl, cyano, nitre, amino, hydrazido, aikyithio, alkenyl, alkynyl or Rj; 

(ix) pyrid-2-yl optionally substituted at the 5 position by halo, haloalkoxy, haloalkyJ, 
cyano, nitro, amino, hydrazido, aikyithio, alkenyl* alkynyl or Rj; 

(x) pyrid-3-yl optionally substituted at the 6 position by halo, haloalkoxy* haloalkyi 
cyano, nitro, amino, hydrazido, aikyithio* alkenyl, alkynyl or Rj; 

(xi) bcnzofor-2-yl optionally substituted at the 3 position by amino, hydroxy, halo, 
alky!, carboxy, cyano, amido, aminoatkyt, alkoxy or alkytthio and at the 5 or 6 position by halo, 
haloalkoxy, haloalkyi, cyano, nitro, amino, hydrazido, aikyithio, alkenyl, alkynyl or R|j; 

(xii) indoi-2-yl optionally substituted on the indole nitrogen atom by alky! and 
optionally substituted at the 5 or 6 position by halo, haloalkoxy, haloalkyi,, cyano, nitro, amino, 
hydrazido, aikyithio, alkenyl* alkynyl or Rj j; 

(xiii) indol-6~y! substituted at the 5 position by amino, hydroxy, halo, alkyl carboxy, 
alkoxycarbonyl, cyano, amido, aminoalkyl, alkoxy or aikyithio and optionally substituted at the 3 
position by halo, haloalkoxy, haloalkyi cyano, nitro, amino, hydrazido, aikyithio, alkenyl, 
alkynyl or Ry; or 

(xi v) benzo[b}thiophen-2-yl optionally substituted at the 3 position by amino, hydroxy, 
halo, alkyl, carboxy, cyano, amido, aminoalkyl, alkoxy or aikyithio and at the 5 or 6 position by 
halo, haloalkoxy, haloalkyl cyano* nitro* amino, hydrazido, aikyithio, alkenyl, alkynyl or R|j; 

with the proviso that R/? cannot be aminoisoquinolyl; 

or R2 is a group of formula (F) or (H*) 




(P) or <H') 



wherein X4 is O or S, and R13 is selected from hydrogen, fluoro. chloro and methyl; 
-X-X- is -CONH-; 
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Rj is hydrogen, hydroxy , alkoxy, alkyl, alkyliaminoalkyl, alkanoyi, hydroxy alkyl, 
alkoxyalkyl, alkoxycarbonvk alkylarninocarhonyt, alkylami.no, carboxyl, carboxy methyl, amido 
or amidoriiethyl; 

R]j is hydrogen, hydroxy, alkoxy, alkyl, alkanoyl, hydroxyalkyl, alkoxyalkyl, 
alkoxy earbonyl , alkylamino, carboxyl, carboxymethyl, amido or amidomethyl; 
Y is a CH group; 

Cy is an optionally &3 a substituted: pheny U p y ri d y l v thi en yl » l l ua ^o l y l ~ naphthyl- 
piperidmyly-feai^ 
1: V 2- 4-thi a diazo l y lv l; 3 v 44hia;dia^ 

benzetMenyl ^-eyekmlkyi group, or a phenyl group substituted by R/jjXj; 

each R3 a independently is hydrogen, hydroxy!, alkoxy, arafkyloxy, alkyl, 
alky! ami noatky l s hydroxy methyl, carboxy, alkoxyalkyl., alkoxy earbonyl, alky! ami nocarbonyl, 
aminomethyl, CONH2> CH2CONH2> (1 -6C)al kanoylamino, alkoxycarbonylaori.no, amino, halo, 
cyano, nitro, thiol, alkylthio, alkyl sulphonyl, alkylsulpheoyl, triazolyl, hni.dazolyl, tetrazolyl, 
hydrazido, alkylimidazolyk thiazolyk alkylthiazolyl, alkyl oxazoiyl, oxazolyl, 
alkyl sul phonami do, alkyl ami nosulphony 1 , amtnosu! phenyl, haloalkoxy, haloalkyl, a group of the 
formula ~C( X^)N(R * * )R * ^ (wherein X 3 is O or S; and R 1 1 and R 12 are independently selected 
from hydrogen, methyl or ethyl or together with the nitrogen atom to which they are attached 
form a pyrrohdin-l-yl, ptperidift-l-y! or morpholi.no group), or -OCB2.O- which is bonded to two 
adjacent ring atoms in Cy; 

Xj is a bond, O, NH or CH 2 ; 

R3i is phenyl, pyridyl or pyrimidinyl optionally substituted by R3 a ; 
and 

-L-Lp(D) n is of the formula; 




in which R r is -(CH2) C ~R C , -CHR e Rf, ^CEi: 2 -CBR^R.f- ~CH2~Cn2~CHR e R£ or R g in which c is 
i or 2; R c is thienyl, thiazoly! (which may hear an amino sobstituent), tsothiazolyl, oxazolyk 
isoxazolyl, pyrazolyl, imidazolyL pyridyl (which may bear an alkylsulphonyL ammosulphonyl, 
alkyl aminosulphonyL, alkylamhiocarbonyl, amino, amido, (1-4C)alkoxyearbooyl, carboxy, 
acetyl amino, chloro, fluoro, cyano, (1 ~3C)a!kyh trifluoromethyi, meihoxy, ethoxy, nitnx 
hydroxy, alky! sul phony lami no, triazoly! or tetrazoty! substituent), pyrimidinyl, pyridazinyk 
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pyrazinyi or phenyl (which may bear a methyl, methyl amino, dimethyl amino, carboxy, 
dialkylaminosulphonyt alkylsulphoriyL arninosul phony L alkylamtnosul phony!, 
alkylammocarhonyl, amino, amldo, alkoxyearbonyl, acetyl amino, chl.oro, fluom, eyano, 
methoxy, ethoxy, nitro, hydroxy; alk.ylsiilphonyiam.ino, triazoly! or tetrazolyi. substituent); each 
of R e and Rf independently is hydrogen or Cj^atkyt; or CHR^Rf is cyclopentyl (which may 
bear a hydroxy, amino, (l-3C)alkoxy, (l-3€)hydroxyalkyl, (I-3C)alkyl, carboxy, 
methoxy carhonyt or ethoxycarbonyl substituent at the 3- or 4-posilionX cyciohexyl (which may 
hear a hydroxy, amino, (l-3C)alkoxy, (1 -3C )hy droxyalkyl, (i-3C)alkyl ? carboxy, 
methoxycarbonyl or ethoxycarfoonyl substituent at the 3- or 4-position), tetrahydropyran-4-yl, 
tetrahydrolhiopyran-4-yL pyrrol i din -3 -y I {which may bear a hydroxy, amino, (I-3C)alkoxy s 
0~3C)hydroxyalkyl, (1~3C)aikyh carhoxy, methoxycarbonyl or ethoxycarbonyl substituent at the 
1 -position), piperidin~4~yi (which may bear a hydroxy, amino, (l-SQalkoxy, 
(l-3C)hydix>xyaikyl, (l-3C)alkyl, carboxy, methoxycarbonyl or ethoxycarbonyl substituent at the 
1 -position), or indan-2-yl; and Rg is 2-methy 1 sulphonyl phenyl which may bear a 4-fluoro 
substituent or Rg is J -dioxoben2o[b]thiophen-7-yi; 
or a physiologically-tolerable salt thereof; 

provided that Lp(D)n is not of the formula (K): 

^so 2 




(K) 



wherein X2 is fluoro or hydrogen, which process comprises 
(a) reacting a compound of form ul a ( 1 0) 



H 2 N-Y-(Cy)-L-Lp(:D) 3 
(10) 



with a compound of formula R2-CGOH, under amide bond-forming conditions; or 
b) when R f is -(CH2)e-Re* reacting a compound of formula (1 1) 




Cy 
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(11) 

with a compound of (12) 

OHC-(CH 2 ) c .j-R c 
(12) 

in the presence of a reducing agent; 

followed if a salt is required, by forming a physiologically acceptable salt, 

37 (previously presented): A process as claimed in Claim 36, in which the compound of 
formula (I) is selected from; 

1 -( fodole-6-carhony 1 -D-pheny ! gi yciny l)-4-f 2-(4-pyridiny l)ethyl ] pi peraztne^ 
l-(3^Moromdote~6^arhony!~D^ 

1 ~(4~Methoxy benzoy 1 - D~pheny ! gly c i ny i)~4~( 1 -methy I pi peri di n~4-y I )pi peraz? ne;„ 
I -(In del e-6-carbo.oyl -D-phenylglyeiny l>4-( 1 -methyl pi peridln-4-y!)piperazi ne;„ 
I~(4-Methoxyhenzoyi~D-(2^ 

1 -(Indole-6-carbonyl-D-(2-chlorophenyl)glycmyl)-4-( 1 -methylpiperidi n-4-yl)piperazine: and„ 
i -(4-Methoxy benzoy 1 -D~(2~trifl:uorom et hylpheny l)gly ci ny i )~4~( 1 -methyl pi peridin-4~yl)~ 
pipe.razine;_ 

and physiologically-tolerable salts thereof 

38 (currently amended) : A compound of formula (10) 

B2N-YKCy)4^Lp(D) n 
(10) 

in which: 

Y is CH; 

Cy is an optionally Rs a substituted: phenyl, pyridyf thienyh thtazolyh mipfathyf 
pi-peddinyly-&mn^^ 
lv3;4 thladiaffolyly^ 

fe engethi eny 1 ■ or e y e - lea t kv i- group, or a phenyl group sub stituted by R^j X;; 

each R3 a independently is hydrogen, hydroxyl, alkoxy, aralkyloxy, alky!, 
alkyJaminoalkyi hydroxy methyl, carboxy, alkoxyalkyl, alkoxyearbonyl, alkylaminocarbonyl, 
aminomethyU CONH2, CH2CONH2, ( 1 -6C)al kanoy I amino, alkoxy carbony lanii no, amino, halo, 
cyano, nitro, thiol aikyithkx alkylsutphonyi, alkylsulphenyi triazolyl, imidazolyk teirazolyl 
hydrazido. alkyiimidazolyl, thiazolyl, alkylthtazolyf alkyloxazolyl, oxazolyi, 
al ky l sulphonanndo, aikylaminosulphonyf aminosulphoiiyL haloalkoxy, haloalkyl, a group of the 
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formula -C(X^)N(rJ * -)R*2 (wherein is O or S; and R* * and R*2 are independently selected 
from hydrogen, methyl or ethyl or together with the nitrogen atom to which they are attached 
form a pymjlidin-l-yl, piperidin-l-yl or morpholhio group), or -OCH2O- which is bonded to two 
adjacent ring atoms in Cy; 

Xj is a bond, O, MH or CEfei 

R31 is phenyl, pyridyl or pyrimidinyl optionally substituted by R3 a ; and 
-L~Lp(D) n is of the formula: 



1 or 2, R c is thienyl, thiazoiyl(which may bear an amino substituent), isothiazolyl, oxazolyi, 
isoxazolyl, pyrazolyh imidazolyl pyridyl (which may bear an alky! sulphonyl aminosuiphonyl, 
alkyl ami nosulphony 1 3 aikyiaminocarbonyl, amino, amido, ( 1 ~4C)a1 koxy carbonyi, oarboxy, 
aeelylanrino, chloro, fluorcx cyano, (l~3C)alkyl, frifluoromethy ! 9 methoxy, ethoxy, nitro, 
hydroxy; alkylsulphonyl amino, triazolyi or tetrazolyi substituent)., pyrimidinyh pyridazinyi, 
pyrazinyi or phenyl (which may bear a methyl, methyl amino,, dimethyl amino, carboxy, 
dialkylaminosulphonyl, alky] sulphonyl, aminosulphonyl, a ! ky 1 ami nosul phony i , 
alkyl ami nocarbony I., amino, amido, aikoxyearbonyl, acetyiami.no> chlora, fluoro, cyano, 
methoxy, ethoxy, nitro, hydroxy, alkyl sulphonylanimo, triazolyi or tetrazolyi substituent); each 
of R e and Rf independently is hydrogen or Chalky!; or CHR € Rf is eyclopenfcyl (which may 
bear a hydroxy, amino, (l~3C)al.koxy, (l-3C)hydroxya!kyl, (l-oC)alkyh earhoxy, 
methoxycarbonyl or ethoxycarbonyl substituent at the 3~ or 4-position), cyclohexyl (which may 
bear a hydroxy, amino, (l-3C)alkoxy\ (l-3C)hydroxyaikyl, (I-3C)alkyl, carboxy, 
methoxycarbonyl or ethoxycarbonyl substituent at the 3- or 4-position), tetrahydropyran-4-yl, 
tetrahydrothiopyran-4~yl, pyrrotidin~3~yi {which may bear a hydroxy, amino, (l-3C)aikoxy, 
( 1 -3 C)hydroxy alkyl , (l-3C)alkyk earboxy, methoxycarbonyl or ethoxycarbonyl substituent at the 
1 -position), piperidin~4~yl (which may bear a hydroxys amino, (l~3C)alkoxy > 
( 1 -3 Qhydraxy alkyl, (l-3€)alkyL carboxy, methoxycarbonyl or ethoxyearbonyi substituent at the 
1 -position), or mdan-2-yl; and Rg is 2-methyl sulphonyl phenyl which may bear a 4-fluoro 
substituent or Rj> is X 6 - 1 , l-dioxobenzo[b]thiophen-7-yL; 

or a physiologically-tolerable salt thereof; 
provided that Lp(D)n is not of the formula (K): 




in which R r is -(CH 2 ) C -R C , -CHReRf, ^CH 2 -CHR e R t ; -CH 2 -CH 2 -CHR e Rf; or R<> in which c is 
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wherein X2 is fluoro or hydrogen. 



SO, 



/ X > 

i N < A 



(K) 



39 (previously presented): A compound as claimed in Claim 38, in which Cy is phenyl . 



40 (currently amended): 



A compound of formula (1 1) 



R 2 - 



-X 



\ 
y 



NH 



O 
(II) 

In which; 

R 2 is> 

(i) phenyl optionally being substituted in the 3 and/or 4 position by halo, nitro, thiol, 
haloalkoxy, hydrazido, alkylhydrazido, amino, cyano, haloalkyl, alkyithio, alkenyl, alkynyi, 
acylammo, tri or difiuorometlioxy, carboxy, acyloxy, MeSG2~ orR] , and optionally substituted 
at the 6 position by amino* hydroxy* halo, aikyi carboxy, alkoxycarbonyl, cyano, amido, 
aminoalkyU alkoxy or alkyithio; 

(ii) naphth~2~yt optionally substituted at the 6 or 7 position by halo, haloalkoxy, 
haloalkyl, cya.no* nit.ro, amino, hydrazido, alkyithio, alkenyl, alkynyi or R]j and optionally 
substituted at the 3 position by amino, hydroxy, halo, aikyi, carhoxy, cyano, ami do, aminoaikyl, 
alkoxy or alkyithio; 

(Hi) tsoquinotin-7-yK indol~5-yi indol-6-yi, indazo!~5~yL indazoI-6~yl, benzothiazol-6- 
yi or benzt soxazoi ~5-y I optionally substituted at the 3 position by halo, haloalkoxy, haloalkyl, 
cyano, nitro, amino, hydrazido, alkyithio, alkenyi, alkynyi or R|j; 

(iv) benzimidazof~5-yi or benzothiazoi~6~yl optionally substituted at the 2 position by 

amino; 

(v) tbien-2~yl or thien-3-yl optionally substituted at the 4 or 5 position by halo, 
haloalkoxy, haioalkyl, cyano, nitro, amino, hydrazido, alkyithio, alkenyk alkynyi or Rj : 
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(vi) 3,4-m etfay leneds oxy phenyl, 2,3Kiihydramdol~6«yl, 3,3-dkhloro-2-oxo4ndoi-6-y! 
or i -meihyi-3-mninoiridaza1-5-yl; 

(vti) benzothiazol-2-yl, tmidazop ,2-a]pyrtmidm-2-yl or tetrahydro- 
imidazo[ 1 ,2-a]pyrimidi n-2-yl ; 

(viit) pyrazol-2-yl optionally substituted at the 5 position by halo, haloalkoxy > 
haloalkyl, cyano, nitre, amino, hydrazido, aikyithio, alkenyl, alkynyl or Rj; 

(ix) pyrid-2-yl optionally substituted at the 5 position by halo, haloalkoxy, haloalkyl, 
cyano, nitro, amino, hydrazido, aikyithio, alkenyl, alkynyl or Rj; 

(x) pyrid-3-yl optionally substituted at the 6 position by halo, haloalkoxy, haloalkyl 
cyano, nitro, amino, hydrazido, aikyithio, alkenyl, alkynyl or Rj; 

(xi) bcnzofor-2-yl optionally substituted at the 3 position by amino, hydroxy, halo, 
alky!, carboxy, cyano, amido, aminoatkyt, alkoxy or alkytthio and at the 5 or 6 position by halo, 
haloalkoxy, haloalkyl, cyano, nitro, amino, hydrazido, aikyithio, alkenyl, alkynyl or R|j; 

(xii) indoi-2-yl optionally substituted on the indole nitrogen atom by alky! and 
optionally substituted at the 5 or 6 position by halo, haloalkoxy, haloalkyl,, cyano, nitro, amino, 
hydrazido, aikyithio, alkenyl* alkynyl or Rj j; 

(xiii) indol-6~yl substituted at the 5 position by amino, hydroxy, halo, alkyl carboxy, 
alkoxycarbonyi, cyano, amido, aminoalkyl, alkoxy or aikyithio and optionally substituted at the 3 
position by halo, haloalkoxy, haloalkyl cyano, nitro, amino, hydrazido, aikyithio, alkenyl, 
alkynyl or Ry; or 

(xi v) benzo[b}thiophen-2-yl optionally substituted at the 3 position by amino, hydroxy, 
halo, alkyl, carboxy, cyano, amido, aminoalkyl, alkoxy or aikyithio and at the 5 or 6 position by 
halo, haloalkoxy, haloalkyl cyano, nitro ? amino, hydrazido, aikyithio, alkenyl, alkynyl or R|j; 

with the proviso that R/? cannot be aminoisoquinolyl; 

or R2 is a group of formula (F) or (H*) 




(P) or <H') 



wherein X4 is O or S, and R13 is selected from hydrogen, fluoro. chloro and methyl; 
-X-X- is -CONH-; 
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Rj is hydrogen, hydroxy , alkoxy, alkyl, alkyliammoalkyl, alkanoyi, hydroxy alkyl, 
alkoxyaikyl, aJkoxycarbonyl, alkylarmnocarhonyt, alkylami.no, earboxyl, earboxymethyL ami.do 
or amidomethy!; 



al.koxy earbonyl , aikyiaroino, carboxyl, carboxyrnethyl, amido or ami dom ethyl; 
Y (the a~atorn) is a CH group; 

Cy is an optionally R3 a substituted: p henyl y ■ pyri dy l y ■ i h i- mw h - tbi m o i y e aphthy t ■ ■ ■ 
pi^e rid - iny 1 v ■ fo ranylv • py rre l- yl • • is oxaffely 1 • ■ iso \M mo \ y I • ; • ■ py ragsol y I • ■ - oxagoly I y ■ tmi<tazoly t y • 
-i T 2-;4^hiadk^^ 

beagotfai-eny I- or ey el oalkyf group, or a phenyl group substituted by RjjXj; 

each R3 a independently is hydrogen, hydroxy^ alkoxy, aralkyloxy, alkyl, 
alkylaminoalkyl, hydroxy methyl, carboxy, alkoxy alkyl, alkoxycarbonyl, aikylaminocarbonyl, 
aminomethyl, CONH2, CH2CONH2, (l-6C)alkanoy1amino, alkoxy carbony lami no. amino, halo, 
cyano, nitro, thiol, aikyitbio, alkybuiphonyl, alkylsulphenyi, triazoiyi, imidazoiyl, tetrazoiyl, 
hydrazido, aikylimidazolyl, thiazolyl, aikylthiazolyh alkyl oxazoiyl, oxazolyL 
alkylsulphonamido, alky laminosul phenyl , ammosulphonyt, haloaikoxy, haloalkyl, a group of the 
formula -C(X^)N(RJ *)R*2 (wherein X 3 is O or S; and R* * and are independently selected 
from hydrogen, methyl or ethyl or together with the nitrogen atom to which they are attached 
form a pynoIidm-1-yl, ptperidm-l-yi or morpholmo group), or -OCH/jO- which is bonded to two 
adjacent ring atoms in Cy; 

Xj is a bond, 0, Nil or Cll% and 

R31 is phenyl, pyridyl or pyrimidmyi optionally substituted by R3 a . 
41 (currently amended): A compound of the formula (16): 



in which: 

Pg 3 represents an amino protecting group, 
Y (the a-atom) is a CH group; 

Cy is an optionally R3 a substituted: phenyl r pyridyl r £hier^^ 
pipeHd«yl r feaf^ 



R]j is hydrogen, hydroxy, alkoxy, alkyl, alkattoyl, hydroxyalkyl, alkoxyalkyl, 
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i T 2-;4^fetadi-a^^ 

j ^nff othi e n y I o r c y e i e a tk y f group, or a phenyl group substituted by RsjXj; 

each R3 a independently is hydrogen, hydroxyl, alkoxy, axaJ.kyl.oxy, alkyl, 
alkylaminoaikyl, hydroxy methyl, carboxy, alkoxyalkyl alkoxycarbonyl, alkyl&minocarhonyl, 
aminomethyl, CONH2, Q:i2CO"NH2> ( 1 ~6C)al kanoyl amino, alkoxy carbony lami no, amino, halo, 
cyano, nitre, thiol, alkylthio, alky I sulphonyl, alkylsulphenyl, triazoiyl, imidazolyl, tetrazolyl, 
hydrazido, aikylimidazolyl, thiazolyl, alkyl.thiazolyl, alfcyloxazoiyl, oxazolyt 
al ky 1 su! phot* ami do, a! ky I ami nosul phony 1, ammosulphonyl, haloalkoxy, haloalkyi, a group of the 
formula -C(X 3 )N(R 1 l )K 12 (wherein X 3 is O or S; and R 1 1 and R 12 are independently selected 
from hydrogen, methyl or ethyl or together with the nitrogen atom to which they are attached 
form a pyrrolidin-l-yl, ptperidin-1-yi or morpholino group), or -OCH^O- which is bonded to two 
adjacent ring atoms in Cy; 

Xj is a bond, O, HH or CH?; 

Rjj is phenyl, pyridyt or pyrimidiny! optionally substituted by R3 a ; and 
R r is -(CH2) C -R C , -CHR e Rf, -C^-CHR^Rf; -CH 2 <B 2 -CHR e Rf, or R g in which c is 1 
or 2; R c is thienyi, thiazolyi (which may bear an amino substituent), isothiazolyi oxazolyl, 
isoxazoiyl, pyrazolyl, imidazolyl, pyridyl (which may bear an alkylsulphonyl, aminosulphonyl, 
alkylaminosulphonyl, alkylaminocarbonyL amino, amido, (l-4C)aikoxyearbonyl ? carboxy, 
acetyl ami no, chloro, fluoro, cyano, (I-3C)alkyl, trifluaromethyl, methoxy, ethoxy, nitro, 
hydroxy, alkylsul phony iami no, triazolyl or tetrazoly! substituent),, pyrimidinyl, pyridazinyl, 
pyrazinyi or phenyl (which may bear a methyl, methylami.no, dimetbylamino, carboxy, 
dialkylammosulphonyl, alkylsulphonyk aminosulphonyl, alkylannnosulphonyi, 
alkyJaminocarbonyl, amino, amido, alkoxycarbonyl, aeetylamino* chloro, fluoro, cyano, 
methoxy, ethoxy, nitro, hydroxy, alkylsul phenyl amino, triazolyl or tetrazolyl substituent); each 
of R^ and Rf independently is hydrogen or Cj^alkyl; or CHR e Rf is cyclopentyi (which may 
bear a hydroxy, amino, (I-3C)alkoxy\ (l-3C)hydroxyaikyi, (l~3C)alkyl, carboxy, 
methoxy carbony I or ethoxycarbonyl substitueni at the 3- or 4- position), cyclohexyl (which may 
bear a hydroxy, amino, (l~3C)al.koxy, (l-3C)hydroxya!kyi, (l-3€)alkyL earboxy, 
methoxy carbonyl or ethoxycarbonyl substituent at the 3~ or 4-posi tion), fetrahydropyran-4-yl T 
tetrahydrothiopy.ran-4-y 1 , pynoIidin-3-yl (which may bear a hydroxy, amino, (l~3C)alkoxy, 
(l-3C)hydroxyaikyl, (l.-3C)alkyl, carboxy, m ethoxycarbonyl or ethoxycarbonyl substituent at the 
1-positio.n), piperidin~4-yl (which may bear a hydroxy, amino, (1 -3C)alkoxy, 
(l-3C)hydroxya!kyi, (l-3€)alkyk carboxy, methoxycarbonyl or ethoxycarbonyl substituent at the 
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1 -position), or indan-2-y!; and Rg is 2-methyi.sulplioiiylphen.yl which may bear a 4~lluoro 
suhsiituent or Rg is >„*M s l<lioxobenzo[b]thiophen*7*yh 

or a physiologically -tolerable salt thereof 
provided that 



\ / 



is not of the formula (K); 



SCX, 




(K) 



wherein X2 is fluoro or hydrogen. 



42 (previously presented): A compound as claimed in Claim 41, in which Pg 3 represents a 
group of formula RCO in which R represents C]_$ alkyl, C3-10 cycloalkyl, phenyl alky I, 
phenyl Cj_g alkoxy, phenyl alkoxy, or a C3.10 cycloalkoxy, wherein a phenyl group may 
be optionally substituted, for example by one or two of halogen, C] -C4 alkyl and C j -C4 alkoxy. 



43 (previously presented): A compound as claimed in Claim 41, in which Pg 3 represents 
t-butoxy carbony! , 



44 (currently amended): A compound of formula 

Cy 




in which 

Pg 3 represents an amino protecting group; 
R 2 ts> 

(i) phenyl optionally being substituted in the 3 and/or 4 position by halo, nitro, thiol, 
haioalkoxy, hydrazido, alkylhydrazido, amino, cyano, haloalkyt, alkylthio, afkeny!, alkynyl, 
acylamino, tri or difluoromethoxy, earboxy, acyloxy, MeSCH- or Rj 3 and optionally substituted 
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at the 6 position by amino, hydroxy, halo, alkyl, carhoxy, alkoxycarbonyl, cyano, amido, 
aminoalkyi, alkoxy or alkylthio; 

(ii) naphth-2-yl optionally substituted at the 6 or 7 position by halo, haloalfcoxy, 
haioalkyl, cyano, nitro, amino, hydrazido, alkylthio, aikenyl, alkynyi or R] j and optionally 
substituted at the 3 position by amino, hydroxy, halo, alkyl, carboxy, cyano, ami do, amtnoalkyi, 
alkoxy or alkylthio; 

(iii) tsoquinolin~7-yt, mdot-5-yl, indol-6-yl, indazol~5~yi, indazol~6~yl, benzothiazol ~6- 
yi or benzisoxazoi-5-yl optionally substituted at the 3 position by halo, haloalkoxy, haloafkyi, 
cyano, nitro, amino, hydrazido, alkylthio, aikenyl, alkynyi or R|j; 

(iv) benzixmdazoi-S-yl or benzothiazol-6-yI optionally substituted at the 2 position by 

amino; 

(v) ttuen-2~yi or thien-3~yi optionally substituted at the 4 or 5 position by halo, 
haloalkoxy, haloatkyt, cyano, nitro, amino, hydrazido, alkylthio, aikenyl, alkynyi or R|; 

(vi) 3, 4-methylenedioxy phenyl, 2,3-dihydroindol-6-y!, 3 ? 3-dichJ.oro-2-oxo4ndol-6-y! 
or I -methyl -3 -ami no? ndazol-5 -y 1 ; 

(vii) benzothiazol ~2~y1* imidazo[l 9 2-a]pyri.midtn-2-yI or tetrahydixv 
i m idazof 1 ,2-a] pyrimi di n-2-y 1 ; 

(viii) pyrazol-2-yl optionally substituted at the 5 position by halo, haloalkoxy, 
haloalkyl, cyano, nitro, amino, hydrazido, alkylthio, aikenyl, alkynyi or Rj; 

(ix) pyrid-2-yl optionally substituted at the 5 position by halo, haloalkoxy, haloaikyl, 
cyano, nitro, amino, hydrazido, alkylthio, aikenyl, alkynyi or Rj ; 

(x) pyrid'3-yl optionally substituted at the 6 position by halo, haloalkoxy, haloalkyl, 
cyano, .nitro, amino, hydrazido, alkylthio, aikenyl, alkynyi or Rj; 

(xi) benzofur-2-yl optionally substituted at the 3 position by amino, hydroxy, halo, 
alky!, carboxy, cyano, amtdo, amitioalkyk alkoxy or alkylthio and at the 5 or 6 position by halo, 
haloalkoxy, haloalkyl, cyano, nitro, amino, hydrazido, alkylthio, alkenyk alkynyi or Rjj; 

(xii) indol-2-yi optionally substituted on the indole nitrogen atom by aikyl and 
optionally substituted at the 5 or 6 position by halo, haloalkoxy, haloalkyl, cyano, nitro, amino, 
hydrazido, alkylthio, aikenyl, alkynyi or Rjj; 

(xiii) indol-6-yl substituted at the 5 position by amino, hydroxy, halo, alky!, carboxy, 
alkoxy earbonyl, cyano, amido, aminoalkyi, alkoxy or alkylthio and optionally substituted at the 3 
position by halo, haloalkoxy, haloaikyl, cyano, nitro, amino, hydrazido, alkylthio, aikenyl, 
alkynyi or Ry; or 
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(xiv) benzo[b]thi ophen~2~yl optionally substituted at the 3 position by amino, hydroxy, 
halo, alkyl, carboxy, cyaao. amtdo, amirtoalkyL alkoxy or atkyUhio and at the 5 or 6 position by 
halo, haloalkoxy, haloaikyl, cyano, nitro, amino, hydrazido, alkylthio, alkenyk aikynyl or Ry; 

with the proviso that R2 cannot be aminoisoquinolyl; 

or R? 5 s a group of formula (P) or (IT) 




(P) or (H') 

wherein X4 is O or S, and R] 3 is selected from hydrogen, ffuoro, chlo.ro and methyl; 
-X~X-is~CONHs 

R| is hydrogen, hydroxy, alkoxy, alky!, alkylammoalkyl, aikanoyl, hydroxyalfcyl, 
alkoxy alkyl, alkoxy earbonyl, alkylaminocarbonyi, alkylamino, carboxyk carboxymeihyl, ami do 
or ami dom ethyl, 

Rj| is hydrogen, hydroxy, alkoxy, alkyl alkanoyl, hydroxyalkyl, aikoxyalkyl, 
alkoxy carbonyl, alkyl amino, carboxyl, carboxymethyl, amido or amidom ethyl; 
Y (the a -atom) is a CH group; 

Cy is an optionally R3 a substituted; phenyl^-pyH^ylythl^^ 
pi ^ ridin y ly 
l v 2y4-tiMadia^l^ 

benzolhienyl or cycloafe4 group, or a phenyl group substituted by R3jX|; 

each Rja independently is hydrogen, hydroxy!, alkoxy, aralkyloxy, alky I, 
alkylaminoalkyt hydroxy methyl, carboxy, alkoxyalkyl, alkoxycarbonyl, alkylaminocarbony^ 
ammomethyl, CONH2, CH2CONH2, (1 -6C)aIkanoy lamino, alkoxycarbony {amino, amino, halo, 
cya.no, nitro, thiol, alkylthto, alky 1 sulphonyl, alkylsulphenyl, triazolyl, imidazolyl, tetrazoiy!, 
hydrazkio, alkylimidazolyl, tMazolyl, alkyl thiazolyl, alkyloxazolyl, oxazolyl, 
alkyisulphonanrido, aikyianiinosulphonyl, ami nosul phony I haloalkoxy, haloalkyl, a group of the 
formula -C(X^)N(R 1 ^)R^ (wherein is O or S; and Rl 1 and R* 2 are independently selected 
from hydrogen, methy l or ethyl or together with the nitrogen atom to which they are attached 
form a pyrrolidin-l-yl, piperidm-l-yl or morpholhio group), or -QCHhQ- which is bonded to two 
adjacent ring atoms in Cy; 
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X} is a bond, O, NH or CH2; and 

R31 is phenyl, pyridyl or pyrimidinyi optionally substituted by R3 a . 

45 (previously presented): A compound as claimed in Claim 44, in which Pg 1 represents a 
group of formula RCO in which R represents Cj.g atkyt C3.4Q cycloalkyl, phenyl Cj„6 alkyi, 
phenyl, C\„§ alkoxy, phenyl C 1^5 alkoxy, or a C-$„ \q eydoaSkoxy, wherein a phenyl group may 
he optionally substituted, for example by one or two of halogen, C1-C4 alky! and C1-C4 aikoxy. 

46 (previously presented): A compound as claimed in Claim 44, in which Pg* represents 
t-butoxycarbony ! . 



